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CLAIMS: 

1 . (currently amended) A compound of Formula I : 



R 6 




Formula I 



its prodrug form or a pharmaceutically acceptable salt thereof, wherein: 

R J represents OH, COOH, COO-C M alkyl, Cr^OR' 0 , SO2-OH, O-SCb-OH, O-SO2- 

OC M alkyl, OP(0)(OH)2, or OP0 3 C M alkyl; 

R 2 , R 3 , R\ and R s independently at each occurrence represent H, SH, OR 10 , halogen, 
COOR 10 , CONR !1 R u . optionally substituted heterocyclyl, C 4 . l4 cycloalkyl-C,., alkyl, 
Cm alkyl aryl, optionally substituted Ci.j4 straight chain, branched or cyclo alkyl, 
NR 10 R 24 , 4-carbamimidoylphenylazo, (2-morpholin-4-ylethylcarbamoyl)methoxy, 4- 
carbainimidoyl-phenylcarbamoyl,N ss CH-N(CH3)2, l^-dioxo-l^-dihydroisoindol^-yl, 
toluene-4-sulfonylamino, 3-C4-carbamimidoylphenylcarbamoyl)-4- 
hydroxypbenyUulfanyl, 0(CH2)sCOOC 2 H 5 , 0(CH 3 ) 5 COOH, (CH 2 ) M -NR 33 R 3 \ tCH 2 )i- 
4-COOR 33 , 0-(CH 2 )|. 3 -CO-het, 0-(CH2)i- 2 -NH-CO-aryl, 0-(CH 2 )o.2-NR ,0 -CO- 
NR l0 R 3 \ 0-(CH2)o-2-CCO>NR 33 R 34 , 0-(CH 2 )m-COOR'°, 0-(CH 2 ),- 3 -hei-R 32 , O- 
optionally substituted cycloalkyl, O^CH 2 )M-NR l0 ~COO-r-butyl, CKCH2)i-*-NR l0 R 33 , 
0-(CH 2 )M-NR 10 -C(0)-Co.j-alkyl-optionally substituted aryl, CHCHzWoptionally 
substituted aryl, (CH 2 ) l - 4 -NH-C(0)0-(CH 2 )i-i-PnR l3 R H J NO2, 0-(CH 2 )o.4-C(0)-NH- 
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tetrahydro carboline, S0 3 H, CH(OH)COOR l0 s NR l0 R 28 , 0-(CH 2 )i-2-optionally 
substituted bet, CH 2 COOCH 3 , CH=CH-COOCH 3 , 



-r"E (CH2)o- 




or 



-\-0— (CH 2 )(m— CO-NR 1tt (CH 2 )(M ( I 



alternatively R 2 and R\ R 3 and R 4 , or R 4 and R 5 taken together form 




9^ 



1-3 



3 13 



X 



-5 — N. 




>13 




or 



J — NH 




1-2 



R 6 , R* and R 53 independently at each occurrence represents H, halogen, cyano, Cm 
alkyl, Cm halogenated alkyl, NO2, Oaryl or OR u - 
alternatively R 6 and R 53 taken together fonn 



»13 



X 
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R 7 -aa4-R K indupandontly at each o a ourronco represent Oil* Cl : u 1 U CQOI1, NQar^U^ 
alkyl, OG ^- alkyl, O aryl halogon, oyano, or j basi e-g Kmp solcoiod from guauidino, 
fflUCH-NlDNlla, CC NIIjN(R^ C(~NH) Nil Nib, C(-0)N(R *% , 2 imidazoline, 
N' amidUomorpbo]in e r N - amidino pip e ri d iitQ, 4- hydroxy N amidwo pipctidinc, N 
amidino pyrrolidines loirahydro pyrimidina, C(0)CL b Nt fe, CCOjNIlClhCM, 
NHQife gN; and thia/olidin 3 -y l - mcthylidonoamino; with The proviso thai only one of 
ft*-aftd-ft* roprauoni a - b as k group; 

R 7 is a basic group selected from guanidino. NH(CH»NHWH7^C{_==NH)Nf R 1 V 
Cf-NH1-NH-NH ? . Cf^OlNfR' V 2-imidazoline. N-amidinornon3holiae. N-amidin o 
pipendine. 4-hvdroxv-N-amidino piperidine. N-arnidino pyrrol idine, tetrahvdro 
pvrimidine . ClOlCI hNIh. aOWHCHiCN. NI3CH?CN. and thia> o1idin-3-vl- 
methvlideneaminc and R* is OH. CF;. H. CUOH. NO,. C ,^_ *lkyl n QC^ alkvl. O-arvl. 
halogen, or cvano; or alternatively, R* is a basic group selected from m iamdino. 
NH(C1HnIH)NH?- Q=NHWtR lo b. Cf-NHlNH-NlR CfK)W(R'%- 2-imidazoline. N- 
amidinomorpholine. N-amidino p i peridine. 4-hvdroxv -M-aniidino pipeiidine, N-amidino 
pyrrolidine, letrahvdro pyrimidine. Cf OlCHaNH^ C(Q)NHCH ? CN. NHCH ? CN. and 
diia2olidin-3-vl-7nethvHdeneamine and R 7 is QH. CF i 3 H_ COOIL NO?. C y. alkvl QC-, 
alkyl. O-arvl. halogen, or cvano: 

R 10 independently at each occurrence represents H, (CH2)o-2-aryl» C M halo alkyl, or C x . 
14 straight chain, branched or cyclo alkyl, and alternatively, when one atom is 
substituted with two R 10 groups, the atom along with the R lw groups can form a five to 
10 raembered ring structure; 
X is carbon; 

Xi 7 X 2 , X 3 and X 4 independently at each occurrence represent a carbon or a nitrogen 
atom; 

R 11 and R 12 independently at each occurrence represent H or C M alkyl; 

R 13 represents H, QH, bromo, methyl, OCi^ alkyl, OAr, OCs-io cycloalkyl, OCH 2 CN> 

0(CH 2 )i- 2 NH2, OCH 2 COO-C^ alkyl or 
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r~\ n 



R 0 represents H or OH; 

R 24 represents R 10 , (CH 2 )i^-optionally substituted aryl, (CH 2 ) M OR 10 , CO-CCH 2 )i-2- 
N(R l0 >>, CO(CH 2 )m-OR , °, (O^-COOR 10 , (CH 2 )q-4-N(R 10 ) 2 , SO* 10 , COR 10 , 
CON(R 10 )2, (CH 2 )o-4-aryl-COOR ,() 7 (CH 2 )o^-aryl-NCR 10 ) 2 , or (CH 2 )i-4-bet-aryl; 
R 28 represents (CH2) 1 -2-Ph-0-(CH 2 V2-het-R M , C(0)-het, CH 2 -Ph-CH 2 -het-(R 3(, )i-3; 
(CH2)M-cyclohexyl-R 3 ', CH 2 'Pb-O-Ph-(R 30 )i- 2 , CHHCH 2 OH)-nei-R 30 , CH 2 -Ph-0- 
i;yi;Ioalkyl-R 3 \ CH 2 -hcT-C(0>CH 2 -hct-R 30 , or CH 2 -Ph-0-(CH 2 >O-het-R 30 ; 
R 30 represents SO 2 N(R l0 )2, H, NHOH, amidino, or C(=NH)CH 3 ; 
R" represents R 30 , amino-amidino, NH-C(=NH)CH 3 or R 10 ; 
R 32 represents H, C(0)-CH2-NH 2 , or C(0)-CH(CH(CH3) 2 )-NH 2 ; 
R 33 and R* independently at each occurrence represent R 10 , (CH 2 )<m-At, optionally 
substituted aryl, (CH 2 )o-4 optionally substituted beteroaryl, (CH 2 )m-CN, (CH 2 )m- 
N(R ,0 )2, (CH 2 )M-Oa CCH 2 ),^SO2-N(R l0 ) 2 ; 

alternatively, R 33 and R 34 along with the nitrogen atom that they are attached to forms a 
4 to 14 atom ring structure selected from tetrahydro-lH-carboline; 6,7-Dialkoxyoxy-2- 
substituted 1^3,4-teirahydro-isoquinoline, 




R 35 represents R'°, S0 2 -R 10 , COR 10 , or CONHR 10 ; 
B represents a bond, S(0)o-2, 0 or NR 10 ; 
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Q, Q 1 , Q 2 , Q\ h\ L 2 , L 3 and L 4 independently at each occurrence represent N~natural 
amino acid side chain, CHR 10 , O, NH, S(0)o_ 2 , N-C(0)-NHR 10 , S0 2 -N(R lU >2, N-C(0)- 
NH-{CH 2 ) M -R 26 , NR 10 , N-heteroaryl 7 N-C(=NH)-NHR l °, or N-C(=NH)C^ alkyl; 
R 26 represents OH, NH 2 , or SH; 

R 51 and R 52 independently represent COOH, CH 2 OH, CH 2 COOH, COOR, CH 2 COOR, 
alkyl or CO-NH 2 ; alternatively 

R 51 and R 52 taken together represent =0, =S> ==€Hi or =NR 10 ; 

R^-f aprosenus H, halue e n^H Eyafter^^-*^^ alkyl, NO arQ-arylor 

with the proviso that at least two of X*, X 2> X 3 and X4 represent a carbon atom, and when 
any of Xi, X 2 , X* and X* represent a nitrogen atom the corresponding substituent does 
not exist. 

2. (original) A compound of Claim 1 wherein 
R l represents OH or COOH; 

R 20 represents H; 

R $x and R S2 taken together form O; and 
Xi 7 X 2? X 3 , and X4 represent C. 

3. (original) A compound of Claim 2 wherein: 

R 2 represents halo, H, NH-CO-Ph, /-propyl, OH, OCH3, OC 2 H 5 , CH(OH)COOH, 0-7- 

propyl, SO3H, NH 2 , CH(OH)COOCi. 2 alkyl CH 3? N0 3 or Ph; 

R 3 represents H, OH, NH 2 OC M alkyl, C M alkyl, NHCH 3 , O^CH^-a-OCO-C,* alkyl> 

NH-C(0)C w alkyl, O^CH^-CO-NH^ Ph, NHCOCF3, N=CH-N(CH 3 )2, 0-CH 2 -CO- 

NH-(CH 2 )i- 3 -Ph, 
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0-CH 2 -CO-NH-tCH 3 ),_ 3 ' 



O-CHi-CO-NH-CCH^j.a 




or 



R 4 represents H, C M alkyl, halogen, i-propyl, OH, NH 2 3-nitro-pben-i-yl, NH^CO- 
CH 3s CH 2 -NH-(CH 2 )3-Ph, 2,4-difluoro-phen-t-yl, NHCOCFs, benzo[l,3]dioxol-5-yl, 
4-Carbatnimidoyl-phenylazo, 3-Hydroxy^-carboxyl-phenylsulfany 1; 1 ,3-Dioxo- 
indan-2-yl, or toluene-4-sulfonylamino; 
R 5 represents H or OH; 

alternatively, R 2 and R 3 7 R 3 and R\ or R 4 and R 5 can be taken together to form 



R 6 represents H; 

R 7 represents C(=NH)-NH2 or NH-CC^NHj-NHi; 
R* represents H or halogen; and 
R 9 represents H. 

4. (original) A compound of claim 3 wherein 

R 2 represents halo, H, NH-CO-Ph, /-propyl, OH, CH 3? or N0 2 ; 
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R 3 represents H, OH, NH 2 OC u alkyl, C M alkyl, 0-(CH2)i-3-OCO-C M alkyl, NH- 
C(0)CH 3 , O-CH2-CO-NH2, Pfc NHCOCF3, N=CH-N(CHj) 2 , 0-CH 2 -CO.NH'(CH 2 )2- 
Ph; 

R 4 represents H, CHj, roethoxy, halogen, i-propyl, 3-nitro-phen-i-yl, NHCOCF3, 
benzo[l,3]dioxol-5-yl, NHCOCH3, 4-Carbaraimidoyl-phenylazo, 3-Hydroxy-4- 
carboxyl-phenylsulfanyl or l,3-Dioxo-indan-2-yl; 

alternatively, R 2 and R 3 , R 3 and R 4 , or R 4 and R s can be taken together to form 




-S — N 



-?— NH 



and 



R u represents C,. 2 alkyl, OH, 0(CH 2 )|.2-NH 2 , H, or 




5. (original) A compound of Claim 4 wherein 

R 3 represents H, OH, NHj Od. 2 alkyl, Cm alkyl, O-CH2-OCO-CH3, NH-C(0)CH 3 , 0- 
CH2-CO-NH2; 

R 4 represents H, CH 3 , halogen, /-propyl, benzo[l,3]dioxol-S-yl, or 1,3-Dioxo-indan- 
2-yl; 

alternatively, R 2 and R 3 , R 3 and R 4 , or R 4 and R J can be taken together to form 
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6. (original) A compound of Claim 5 wherein 
R 2 represents H or halogen; 
R 3 represents H, OH or NH 2 ; 

R* represents H, CHj, halogen or benzo[l,3]dioxol-5-yl; 

R 5 represents H; or 

R 3 and R 4 or taken together to form 




7. (original) A pharmaceutical composition comprising a pharmaceutical^ 
acceptable carrier and a therapeutically effective amount of (i) a compound; or (ii) a 
pharmaceuiically acceptable salt of a compound of Claim 1 - 
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8. (original) A pharmaceutical composition comprising a pharmaceutical^ 
acceptable carrier and a therapeutically effective amount of a compound or a 
pharmaceutical^ acceptable salt of a compound of Claim 4. 

9. (canceled) 

10. (original) A compound of Claim 6, wherein the compound is selected from: 
N-(4-Carbamimidoyi-phenyl)-2-hydroxy-3-iodo-5-methyl-benzamide; 
3,5-Dibromo-N-(4-carbamimidoyl'phenyl)-2 3 4-dihydroxy-benzamide; 
5-Bromo-N-(4-carbamimidoyl-phenyl)-2,4-d*ydroxy-3-iodo-benzamide; 
3-Hydroxy-naphthalene-2-carboxylic acid (6-guanidino-pyridin-3-yl)-amide; and 
3-Hydroxy-7~meihoxy-imphthalene-2-carboxylic acid (4-guatudino-phenyl)-amide, 

1 1 . (original) A compound of Claim I wherein 
R l represents OH or COOH; 

R 2Q represents H; 

R* 1 and R 52 taken together form =0; 

Xj represents N; and 

X2, X 3 , and X4 represent C, 

12. (original) A compound of Claim 1 wherein 

R 2 represents halo, H, NH-CO-Ph, /-propyl, OH, CH3, N0 2 or Ph; 

R 3 ^presents H, OH, NH 2 OC M alkyl, C M alkyl, 0-(CH 2 )i-3-OCO-Ci,2 alkyl, NH- 

C(0)C,- 2 alkyl, 0-(CH 2 )i*-CO-NH 2s Ph, NHCOCF3, N-CH-N(CH 3 )2, 0-CH 3 -CO-NH- 

(CHa^-Ph, 
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0-CH 2 -CO-NH-(CH2)i-: 




or 



0-CH 2 -CO-NH-tCH2)i.3 




R 4 represents H, C M alkyl, halogen, /-propyl, OH, NH 2 3-nitro-phen~l-yl 7 NH-CO- 
CH 3 , CH2-NH-(CH 2 )3-Ph, 2,4-difluoro-phen~l-yl, NHCOCF3, benzo[l,3]dioxoi-S-yi, 
4-Carbamimidoyl-phenylazo, 3-Hy droxy-4-carboxyl-phenylsulfanyl; 1 f 3-Dioxo- 
indan-2-yl, or toluene-4-sutfonylamino; 
R 5 represents H or OH; 

alternatively, R 2 and R\ R 3 and R\ or R 4 and R 5 can be taken together to form 



R 6 represents H; 

R 7 represents C(=NH)-NH 2 or NH-C(=NH>NH 2 ; 
R* represents H or halogen; and 
R 9 represents H. 

1 3. (original) A compound of claim 1 2 wherein 



R 2 represents halo, H, NH-CO-Ph, /-propyl, OH, CH 3 , or N0 2 ; 
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R 3 represents H, OH, NH 2 0d- 2 alkyl, C M a»yU 0-(CH 2 ) 1 - 3 -OCO-C l . 2 alkyl, NH- 
C(0)CH3, 0-CH 2 -CO-NH 2 , Ph, NHCOCF3, N-'CH-NCCHsfc, 0-CH 2 -CO-NH-CCH 2 )2- 
Pb; 

R 4 represents H, CH3, methoxy, halogen, i-propyl, 3-nitro-phen-l-yl, NHCOCF3, 
benzo[l,3]dioxoi-5-yl, NHCOCH3, 4-Carbamimidoyl-phenylazo, 3-Hydroxy-4- 
carboxyl-pbenylsulfanyl or l,3-Dioxo-indan-2-yl; 

alternatively, R 3 and R 3 , R 3 and R 4 , or R 4 and R s can be taken together to form 





or 



and 



R 13 represents Cj. 2 alkyl, OH, 0(CH 2 )i- 2 -NH 2 , H, or 



CO N 0 

<S \ /. 

14. (original) A compound of Claim 13 wherein 

R 3 represents H, OH, NH 2 OC,. 2 alkyl, Cm alkyl, O-CH2-OCO-CH3. NH-CcO)Cri 3 , O- 
CH 2 -C0-NH 2 ; 

R 4 represents H, CH3, halogen, /-propyl, benzotUldioxol-S-yl, or 1,3-Dioxo-indan- 
2-yl; 

alternatively, R 2 and R 3 , R 3 and R 4 , or R 4 and R s can be taken together to form 
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13 _ 



-5 — N 




or 



T-428 P. 14/16 F-493 
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1 5. (original) A compound of Claim 14 wherein 
R 2 represents H or halogen; 
R 3 represents H 7 OH or NH2; 

R 4 represents H s CH 3s halogen or benzo[U]dioxol-5-yl; 

R 5 represents H; and 

R 3 and R 4 or taken together to form 



>13 




—5 — N 



or 



16. (original) A pharmaceutical composition comprising a pharmaceuticaUy 
acceptable carrier and a therapeutically effective amount of a compound or a 
pharmaceuticaUy acceptable salt of a compound of Claim 10. 
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17. (original) A pharmaceutical composition comprising a pharmaceutical^ 
acceptable carrier and a therapeutically effective amount of a compound according to 
Claim 13 or a pharmaceutical^ acceptable salt thereof 

Claims 18-31 (canceled) 
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